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What is claimed: 



1. A compound of the formulae: 




Rs R 5 



wherein: 

R, is selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -N0 2 , - 
NH,, -HN(C r C 6 ), -N(C,-C 6 ) 2 , phenyl, -O-phenyl, benzyl, -O-benzyl, the phenyl and 
benzyl rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from halogen, C r C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 , CN, -CF 3 , or -OH; 
or a moiety of the formulae: 
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5 




R 6 is selected from H, C,-C 6 alkyl, C r C fi alkoxy, phenyl, -O-phenyl, benzyl, - 
O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, - 
10 N0 2 , CN,-CF 3 ,or-OH; 

R, is selected from -(CH^-COOH, -(CH^-N-CC.-C, alkyl) 2 , -(CFL)^ 
NH-CC.-C, alkyl), -CF 3 , C,-C 6 alkyl, C 3 -C 5 cycloalkyl, C.-C, alkoxy, -NH-(C,-C 6 
alkyl), -N-(C r C s alkyl),, pyridinyl, thienyl, furyl, pyirolyl, quinolyl, (CH^phenyl, 
phenyl.-O-phenyl, benzyl, -O-benzyl, adamantyl, or morpholinyl, -(CH 2 ) n -phenyl-0- 
phenyl, -(CH 2 ) n -phenyl-CH 2 -phenyl, -(C^-O-phenyl-CH.-phenyl, -(CH.X-phenyl- 
(O-CH.-phenyl^.the rings of these groups being optionally substituted by from 1 to 3 
substituents selected from halogen, C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 , - 
CF 3 ,C0 2 H, or -OH; 

n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3 , -OH, -C r C I0 alkyl, preferably -e--'cf* 
alkyl, C,-C 10 alkoxy, preferably C,-C 6 alkoxy, -CHO, -CN, -N0 2 , -NH,, -NH-C,-C 6 
alkyl, -N(C I -C 6 alkyl) 2 ,-N-S0 2 -C I -C 6 alkyl, or -S0 2 -C,-C 6 alkyl; 
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R 3 is selected from H, -CF 3 , -COOH, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, 
C 3 -C 10 cycloalkyl, -C,-C 6 alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 
formulae: 




wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C,-C 6 alkyl, C 3 -C 5 cycloalkyl, phenyl, 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C r C 6 alkoxy, -NH,, -NO, or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 

R 4 is selected from the group of C r C 6 lower alkyl, C,-C 6 lower alkoxy, - 
(CH 2 )„-C 3 -C 6 cycloalkyl, -(CH 2 ) n -S-(CH 2 ) o -C 3 -C 5 cycloalkyl, -(CH 2 ) n -0-(CH 2 ) Q -C 3 -C 5 
cycloalkyl, or the groups of: 



a > -(CH^-phenyl-O-phenyl, -(CH 2 ) n -phenyl-CH 2 -phenyl, -(CH^l-O- 
phenyl-CH.-phenyl, -(CH 2 ) n -phenyl-(0-CH 2 -phenyl) 2 , or a moiety of the formulae:" 



10 
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O 





o- 



(CH2) n 



O Y 



wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C 3 -C 5 cycloalkyl, phenyl, benzyl, 
napthyl, pyridinyl, quinolyl, furyl, thienyl or pyrrolyl; rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from H, halogen, -CF 3 , - 
OH, -C,-C 6 alkyl, C r C 6 .alkoxy, -NH,, -N0 2 or a five membered heterocyclic ring 
15 containing one heteroatom selected from N, S, or O, preferably S or O; or 

b) a moiety of the formulae -(CH^-A, -(CH^-S-A, or -(CH^-O-A, 
wherein A is the moiety: 




B 

20 wherein 

D is H, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, 
pyrimidinyl or pyrrolyl groups, each optionally substituted by from 1 to 3, preferably 
1 to 2, substituents selected from H, halogen, -CF 3 , -OH, -C r C 6 alkyl, C,-C 6 alkoxy, 
25 or -N0 2 ; or 



- 185- 
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a moiety of the formulae: 








10 




wherein Z is O or S and the phenyl and pyrimidinyl rings of each moiety are 
optionally and independently substituted by from 1 to 3 substituents selected from 
halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -Nit, or -NO,; or 
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d) a moiety of the formula -L 2 -M 2 , wherein: 

V indicates a linking or bridging group of the formulae -(CH^-, -S-, -O-, 
-SO,-, -C(O)-, -(CI^X-CCO)-, -(CH.X-CCOXC^X-, -(CH.X-O-CCH,)"-, or -(CH^-S- 
(CH,) n -, -C(0)C(0)X; 
where X = 0,N 

M 2 is selected from the group of C r C 6 lower alkyl, C r C 6 lower alkoxy, C 3 - 
C 10 cycloalkyl, phenyl or benzyl, the cycloalkyl, phenyl or benzyl rings being 
optionally substituted by from 1 to 3 substituents selected from halogen, C,-C I0 alkyl, 
preferably C,-C 6 alkyl, C,-C 10 alkoxy, preferably C r C 6 alkoxy, -N0 2 , -NH,, -CN, or - 
CF 3 ; or 



i) a five-membered heterocyclic ring containing one or two ring 
heteroatoms selected from N, S or O including, but not limited to, furan, pyrrole, 
thiophene, imidazole, pyrazole, pyrrolidine, or tetrazole, the five-membered 
heterocyclic ring being optionally substituted by from 1 to 3 substituents selected 
from halogen, C,-C 10 alkyl, preferably C,-C 6 alkyl, C r C l0 alkoxy, preferably C r C 6 
alkoxy, -N0 2 , -NH,, -CN, or -CF 3 ; or 

ii) a six-membered heterocyclic ring containing one, two or three ring 
heteroatoms selected from N, S or O including, but not limited to pyridine, 
pyrimidine, piperidine, piperazine, or morpholine, the six-membered heterocyclic ring 
< being optionally substituted by from 1 to 3 substituents selected from halogen, C t -C l0 
alkyl, preferably C,-C 6 alkyl, C,-C I0 alkoxy, preferably C r C 6 alkoxy, -CHO, -N0 2 , - 
NH,, -CN, -CF 3 or -OH; or 2 . 
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iii) a bicyclic ring moiety containing from 8 to 10 ring atoms and 
optionally containing from 1 to 3 ring heteroatoms selected from N, S or O including, 
but not limited to benzofuran, indole, indoline, napthalene, purine, or quinoline, the 
bicyclic ring moiety being optionally substituted by from 1 to 3 substituents selected 
from halogen, C r C 10 alkyl, preferably C r C 6 alkyl, C,-C 10 alkoxy, preferably C,-C 6 
alkoxy, -CHO, -N0 2 , -NH,, -CN, -CF 3 or -OH; 



n is an integer from 0 to 3; 

R 5 is selected from -COOH, -C(0)-COOH, -(CH 2 ) 0 -C(O)-COOH, -(CH,) n 
COOH, -CHj-phenyl-C^-benzothiazole, 
15 (CH 2 ) n -CH=CH-COOH, 

Re 





R 9 O 
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n is an integer from 0 to 3; 



R 8 is selected from H, -COOH, -(CH^-COOH, -(C^-CCO-COOH, tetrazole 
CCO-NH^.-^X-CCO^NH,, 

9 



-P-OH 
O 



V 

^ X 

, or ^ OH 



, n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3> -OH, -(CH^-COOH, 

-(CH.X-CCO-COOH, -C,-C 6 alkyl, -0-C r C 6 alkyl, -NH(CrC 6 alkyl) -N(C -C 
alkyl) 2 ; 
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n is an integer from 0 to 3; 

R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CH,) n -COOH, 
-(CH.X-CCO-COOH, -C-C, alkyl, -0-C,-C 6 alkyl, -NH(C,-C 6 alkyl), -N(C,-C 6 alkyl) 2 , 




-o-^C= 



.o 



0 N (Ci-Ce lower alkyl 



'(Ci-C6 lower haioalkyl) 



or 




(C -j-Cg lower alkyl) . 
n is an integer from 0 to 3; 

R u is selected from H, C,-C 6 lower alkyl, -CF 3 , -COOH, -(CH 2 ) n -COOH, 
-(CH.X-QO^COOH, or 




with a proviso that the complete moiety at the indole or indoline 1 -position 
created by any combination of R 5 , R 8 , R,, R io , and/or R u shall contain at least one 
acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a moiety of 
the formulae: -CCO-NH,, -(CH^-CCCO-NH,, 
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N X yO M OH 



V 



^OH or -^^N 



V 



n is an integer from 0 to 3; 

or a pharmaceutical^ acceptable salt thereof. 



2. A compound of Claim 1 having the formula: 




or 




wherein: 

R,is selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -N0 2 , - 
NH,, phenyl, -O-pheny], benzyl, -O-benzyl, -S-benzyl, the phenyl and benzyl rings'of 
these groups being optionally substituted by from 1 to 3 substituents selected from 
halogen, C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 , CN, -CF 3 , or -OH; 
or R, is a moiety of the formulae: 
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10 



f?6 



R 7 



or 



T 

I 



? 6 



IV 



R 6 is selected from H, C r C 6 alkyl, C,-C 6 alkoxy, phenyl, -O-phenyl, benzyl, - 
O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C,-C 6 alkoxy -NO -CF 
or -OH; " 2 ' 3 ' 



iS Se,£Cted from -(CH.X-COOH, -(CHA-N-CC.-C, alkyl) 2 , .(Oy.-NH-(C 1 - 
C 6 alkyl), -CF 3 , C,-C 6 alkyl, C 3 -C 5 cycloalkyl, C,-C 6 alkoxy, -NH-(C,-C 6 alkyl), -N- 
(C,-C 6 alkyl),, pyridinyl, thienyl, furyl, pyrrolyl, phenyl, -O-phenyl, benzyl,' -O- 

benzyl, adamanty], or morpholinyl, the pyridinyl, phenyl and benzyl rings of these 

groups being optionally substituted by from 1 to 3 substituents selected from halogen, 

C,-C 6 alkyl, C,-C 6 alkoxy, -N0 2 , -CF 3 , or -OH; 

h is an integer from 0 to 3; 
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R, is selected from H, halogen, -CF 3 , -OH, -C,-C 10 alkyl, preferably -C,-C 6 
alkyl, C.-C,,, alkoxy, preferably C,-C 6 alkoxy, -CHO, -CN, -N0 2 , -NH,, -NH-C -C 
alkyl, -N(C,-C 6 alkyl) 2 , -N-S0 2 -C,-C 6 alkyl, or -S0 2 -C,-C 6 alkyl; 

R 3 is selected from H, -CF 3 , -COOH, C r C 6 lower alkyl, Cl -C 6 lower alkoxy, 
C 3 -C 10 cycloalkyl, -C.-C, alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 
formulae: 



^(CHa)^ ^(CH^ ^ 
Y g 



•(CH2) n . ^(CH2) nv 






° Y , or O 



Y- 



wherein n is independently selected in each appearance as an integer from 0 to 3 
preferably 0 to 2, more preferably 0 to 1, Y is C,-C 6 alkyl, C 3 -C 5 cycloalkyl, phenyl,' 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3 , -OH, -C r C 6 alkyl, C,-C 6 alkoxy, -NH,, -NQ 2 or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 
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5 R 4 is selected from the group of C,-C 6 lower alkyl, C,-C 6 lower alkoxy, -(CK)^ 

C 3 -C 6 cycloalkyl, -(CH 2 \-S-(CH 2 ) B -C 3 -C 5 cycloalkyl, -(CH 2 ) n -0-(CH 2 ) n -C 3 -C 5 
cycloalkyl, or the groups of: 

a ) -(CH.X-phenyl-O-phenyl, -(CH 2 ) n -phenyl-CH 2 -phenyl, -(CH^-O- 
10 phenyls-phenyl, -(CH 2 ) n -phenyl-(0-CH 2 -phenyl) 2 , -CH.-phenyl-CCO)- 
benzothiazole or a moiety of the formulae: 



15 




wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C 3 -C 5 cycloalkyl, phenyl, benzyl, 
napthyl, pyridinyl, quinolyl, furyl, thienyl or pyrrolyl; rings of these groups being 
20 optionally substituted by from 1 to 3 substituents selected from H, halogen, -CF 3 , - 
OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 or a five membered heterocyclic ring 
containing one heteroatom selected from N, S, or O, preferably S or O; or 

b) a moiety of the formulae -(CH 2 ) n -A, -(CH^-S-A, or -(CH^-O-A, 
25 ' wherein A is the moiety: 
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5 B 

wherein 

D is H, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, 
pyrimidinyl or pyrrolyl groups, each optionally substituted by from 1 to 3, preferably 
10 1 to 2, substituents selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C r C fi alkoxy, 
or -N0 2 ; or 




15 
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wherein Z is O or S and the phenyl and pyrimidinyl rings of each moiety are 
optionally and independently substituted by from 1 to 3 substituents selected from 
halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, or -N0 2 ; or 

d) a moiety of the formula -L 2 -M 2 , wherein: 

L 2 indicates a linking or bridging group of the formulae -(CH,),,-, -S-, -O-, 
-SO,-, -C(O)-, -(CH.X-QO)-, -(CH 2 ) 0 -C(O)-(CH 2 ) n - ) -(CH 2 ) n -0-(CH 2 )"- > or -(CH^-S- 

-C(0)C(0)X; 
where X = 0,N 

M 2 is selected from the group of C r C 6 lower alkyl, C r C 6 lower alkoxy, C 3 - 
C l0 cycloalkyl, phenyl or benzyl, the cycloalkyl, phenyl or benzyl rings being 
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5 optionally substituted by from 1 to 3 substituents selected from halogen, C,-C I0 alkyl, 
preferably C,-C 6 alkyl, C r C 10 alkoxy, preferably C,-C 6 alkoxy, -N0 2 , -NH,, -CN, or - 
CF 3 ; or 

i) a five-membered heterocyclic ring containing one or two ring 
10 heteroatoms selected from N, S or O including, but-not limited to, furan, pyrrole, 

thiophene, imidazole, pyrazole, pyrrolidine, or tetrazole, the five-membered 
heterocyclic ring being optionally substituted by from 1 to 3 substituents selected 
from halogen, C,-C l0 alkyl, preferably C.-C,. alkyl, C,-C 10 alkoxy, preferably C r C 6 
alkoxy, -N0 2 , -NH,, -CN, or -CF 3 ; or 

15 

ii) a six-membered heterocyclic ring containing one, two or three ring 
heteroatoms selected from N, S or O including, but not limited to pyridine, 
pyrimidine, piperidine, piperazine, or morpholine, the six-membered heterocyclic ring 
being optionally substituted by from 1 to 3 substituents selected from halogen, C r C 10 
alkyl, preferably C,-C 6 alkyl, C,-C I0 alkoxy, preferably C,-C s alkoxy, -CHO, -N0 2 , - 
NH,, -CN, -CF 3 or -OH; or 

iii) a bicyclic ring moiety containing from 8 to 10 ring atoms and 
optionally containing from 1 to 3 ring heteroatoms selected from N, S or O including, 
but not limited to benzofuran, indole, indoline, napthalene, purine, or quinoline, the 
bicyclic ring moiety being optionally substituted by from 1 to 3 substituents selected 
from halogen, C,-C 10 alkyl, preferably C,-C 6 alkyl, C.-C,,, alkoxy, preferably C r C 6 

, alkoxy, -CHO, -N0 2 , -NH,, -CN, -CF 3 or -OH; 
n is an integer from 0 to 3; 

R 5 is selected from -COOH, -C(0)-COOH, -(CH 2 ) n -C(0)-COOH, -(CH,).- 
COOH,-CH 2 -phenyl-C(0)-benzothiazole, 
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5 (CH 2 ) o -CH=CH-COOH, 
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7A D 

o o 



^1 



■>10 



■»10 



V 



">10 




n is an integer from 0 to 3; 
R 8 is selected from H, -COOH, -(CH,) n -COOH, -(CH 2 ) n -C(0)-COOH, tetrazole, - 
CCO-NH,, -(CI^X-CCO-NH,, 



O 

JO— P — OH 

/ o 



V 

>Ss oh- 



, or ' 

n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3 , -OH, -(CH^-COOH, 
-<CH 2 ) n -C(0)-COOH, -C,-C 6 alkyl, -0-C,-C 6 alkyl, -NH(C,-C 6 alkyl), -N(C,-C 6 
alkyl) 2 ; 

n is an integer from 0 to 3; 

R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CH 2 ) n -COOH, 
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5 -(CH.X-CCO-COOH, -C,-C 6 alkyl, -Q-C r C 6 alkyl, -NH(C,-C 6 alkyl), -N(C,-C 6 alkyl) 2 , 



-AX/ 




N-| 8 

(/ ^ 



N ^(C r C 6 lower alkyl ^ ^ ^ 



(C r C 6 lower haloalkyl) 



or 




w (Ci-Ce lower alkyl) . 

n is an integer from 0 to 3; 

R H is selected from H, C r C 6 lower alkyl, -CF 3 , -COOH, -(CH^-COOH, 
-(CHjX-CCO-COOH, or 

\\ 




with a proviso that the complete moiety at the indole or indoline 1- 
position created by any combination of R s , R 8 , R,, R ]0 , and/or R u shall contain at least 
one acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a 
moiety of the formulae: -C(0)-NH 2 , -(CH^-QO^NH,, 
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-N 



O 

.O— P — OH 



R11 / 6 
n is an integer from 0 to 3; 
or a pharmaceutical^ acceptable salt thereof. 



NSs OH or 



v 



N* 



3. A compound of Claim 2Avherein R 3 is H and R u R 2 , R4, R 5 , R 6 , R 7 , 
R 8 , R 9 , R I0 , Ru, n, X, L 2 , M 2 , Z, A, B, C, D, and Y are as defined in Claim 2, or a 
pharmaceutical^ acceptable salt thereof. 

4. A compound of Claim 2/having the formula: 

, R 3 




wherein Ri is benzyloxy, optionally substituted by from 1 to 3 substituents selected 
from halogen, C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 , CN, -CF 3 , or -OH; and R 2 , R 3 , 
R4, R 5 , R 6 , R7, R 8 , R9, Rio, R11, n, X, L 2 , M 2 , Z, A, B, C, D, and Y are as defined in 
Claim 2, or a pharmaceutical!}^ acceptable salt thereof. 



A compound of Claim 2 
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R 4 



wherein: 

R, is selected from halogen, -NH,, -O-phenyl, benzyl, -O-benzyl, -N-benzyl, - 
N-benzyl-O-phenyl, -S-benzyl, the phenyl and benzyl rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, 
C,-C 6 alkoxy, -NQ 2 , -NH,, -CN, -CF 3 , or -OH; or R, is or a moiety of the formulae: 
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R 6 is selected from H, C,-C 6 alkyl, C,-C 6 alkoxy, phenyl, -O-phenyl, benzyl, - 
O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C r C 6 alkoxy, -N0 2 , -CF 3 , 
or -OH; 

R, is selected from -(CH^-COOH, -(CH.X-N-CC.-C,. alkyl) 2 , -(CH 2 )„-NH-(C 1 - 
C 6 alkyl), -CF 3 , C,-C 6 alkyl, C 3 -C 5 cycloalkyl, C r C 6 alkoxy, -NH-(C,-C 6 alkyl), -N- 
(C r C 6 alkyl) 2 , pyridinyl, thienyl, furyl, pyrrolyl, phenyl, -O-phenyl, benzyl, -O- 
benzyl, adamantyl, or morpholinyl, the rings of these groups being optionally 
substituted by from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C,-C 6 
alkoxy, -N0 2 , -CF 3 , or -OH; 

n is an integer from 0 to 3; 

R, is selected from H, -CF 3 , -COOH, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, 
C 3 -C 10 cycloalkyl, -0,-C, alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 
formulae: 
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•(CH2)itv ^(CH^rw y 

Y ' TD^"" 



(CH2)n \ ^ (CH 2 W /(CH2)nv (CH 2 ) nv 



wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C r C 6 alkyl, C 3 -C 5 cycloalkyl, phenyl, 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -NO, or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 

R 4 is selected from the group of C,-C 6 lower alkyl, C r C 6 lower alkoxy, -(CH,),,- 
C 3 -C 6 cycloalkyl, -(CH^-S-CCH^-q-C, cycloalkyl, -(CH 2 ) n -0-(CH 2 ) n -C 3 -C 5 
cycloalkyl, or the groups of: 

a) -(CH^-phenyl-O-phenyl, -(CH^-phenyl-CH^phenyl, -(CH^-O- 
phenyl-CH.-phenyl, -(O^Vphenyl-CO-CH.-phenyl),, -Cf^-phenyl-CCO)- 

berizothiazole or a moiety of the formulae: 
Q O 

.(CH 2 ) n 



"N- 
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O 




wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C 3 -C 5 cycloalkyl, phenyl, benzyl, 
napthyl, pyridinyl, quinolyl, furyl, thienyl or pyrrolyl; rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from H, halogen, -CF 3 , - 
OH, -C,-C 6 alkyl, C r C 6 alkoxy, -NH,, -NO, or a five membered heterocyclic ring 
containing one heteroatom selected from N, S, or O, preferably S or O; or 

b) a moiety of the formulae -(CH^-A, -(CH^-S-A, or -(CH,) n -0-A, 
wherein A is the moiety: 




B 



wherein 

D is H, C r C 6 lower alkyl, C.-C, lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, 
pyrimidinyl or pyrrolyl groups, each optionally substituted by from 1 to 3, preferably 
1 to 2, substituents selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, 
or -N0 2 ; or 

c) a moiety of the formulae: 
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wherein Z is O or S and the phenyl and pyrimidinyl rings of each moiety are 
optionally and independently substituted by from 1 to 3 substituents selected from 

i 

halogen, -CF 3 , -OH, -C,-C 6 alkyl, C r C 6 alkoxy, -NH,, or -N0 2 ; or 



d) a moiety of the formula -L 2 -M 2 , wherein: 
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V indicates a linking or bridging group of the formulae -(CH,) n -, -S-, -O, 
-SO r , -C(O)-, -(CH^-CCO)-, -(CH.X-CCO-CCH.V, -(CH 2 ) n -OKCH 2 ) n -, or -(CH^-S- 
(CH,) n -, -C(0)C(0)X; 
where X = 0,N 

M 2 is selected from the group of C r C 6 lower alkyl, C r C 6 lower alkoxy, C 3 - 
C 10 cycloalkyl, phenyl or benzyl, the cycloalkyl, phenyl or benzyl rings being 
optionally substituted by from 1 to 3 substituents selected from halogen, C r C 10 alkyl, 
preferably C r C 6 alkyl, C r C 10 alkoxy, preferably C r C 6 alkoxy, -N0 2 , -NH,, -CN, or - 
CF 3 ; or 

i) a five-membered heterocyclic ring containing one or two ring 
heteroatoms selected from N, S or O including, but not limited to, furan, pyrrole, 
thiophene, imidazole, pyrazole, pyrrolidine, or tetrazole, the five-membered 
heterocyclic ring being optionally substituted by from 1 to 3 substituents selected 
from halogen, C r C I0 alkyl, preferably C r C 6 alkyl, C r C 10 alkoxy, preferably C r C 6 
alkoxy, -N0 2 , -NH,, -CN, or -CF 3 ; or 

ii) a six-membered heterocyclic ring containing one, two or three ring 
heteroatoms selected from N, S or O including, but not limited to pyridine, 
pyrimidine, piperidine, piperazine, or morpholine, the six-membered heterocyclic ring 
being optionally substituted by from 1 to 3 substituents selected from halogen, C r C 10 
alkyl, preferably C r C 6 alkyl, C r C I0 alkoxy, preferably C r C 6 alkoxy, -CHO, -N0 2 , - 

r NH,, -CN, -CF 3 or -OH; or 

iii) a bicyclic ring moiety containing from 8 to 10 ring atoms and 
optionally containing from 1 to 3 ring heteroatoms selected from N, S or O including, 
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5 but not limited to benzofuran, indole, indoline, napthalene, purine, or quinoline, the 
bicyclic ring moiety being optionally substituted by from 1 to 3 substituents selected 
from halogen, C,-C 10 alkyl, preferably C,-C 6 alkyl, C,-C 10 alkoxy, preferably C,-C 6 
alkoxy, -CHO, -NQ 2 , -NH,, -CN, -CF 3 or -OH; 



10 R 5 is selected from -COOH, -C(0)-COOH, -(CH.VCCCO-COOH, -(CH^- 

COOH, -CH 2 -phenyl-C(0)-benzothiazole, 
(CH 2 ) n -CH=CH-COOH, 
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R 10 

'8 



-Rg 



110 



■Rg 



Re 



Rg 



^10 




110 



n is an integer from 0 to 3; 

R 8 is selected from H, -COOH, -(CH^-COOH, -(CH^-CCCO-COOH, tetrazole, 
CCO-NH,, -(CH^-CCCO-NH,, 



O 

.O— P — OH 



, or 



V 



n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3 , -OH, -(CH^-COOH, 
<CH 2 ) 0 -C(O)-COOH, -C r C 6 alkyl, -0-0,-0, alkyl, -NH(C,-C 6 alkyl), -N(C r C tf 
alkyl) 2 ; 

n is an integer from 0 to 3; 

R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CH 2 ) n -COOH, 
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5 -(CH 2 ) n -C(0)-COOH, -C r C 6 alkyl, -0-C,-C 6 alkyl, -NH(C,-C 4 alkyl), -N(C,-C 6 alkyl),, 



f?8 



.^o< %t 



N— 



~Vr 9 
W 



N 



-(CrC 6 lower alkyl 



N 



(CrC 6 lower haloalkyl) 



or 




10 



"(C r C 6 lower alkyl) 
n is an integer from 0 to 3; 

R„ is selected from H, C r C 6 lower alkyl, -CF 3 , -COOH, -(CH^-COOH, 
-(CH 2 ) 0 -C(O)-COOH, or 

I 8 

\\ 




with a proviso that the complete moiety at the indole or indoline 1- 
15 position createdby any combination of R 5 , R 8 , R 9 , R 10 , and/or R u shall contain at least 
one acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a 
moiety of the formulae: -C(0)-NEL_, -(CH^-CCC^-NH,, 
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n is an integer from 0 to 3; 

or a pharmaceutically acceptable salt thereof. 



6. A compound of Claim>2 having the formula: 




wherein: 



R t is selected from Halogen, -NK,, -O-phenyl, benzyl, -O-benzyl, -N-benzyl, - 
N-benzyl-O-phenyl, -S-benzyl, the phenyl and benzyl rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from halogen, C r C 6 alkyl, 
C r C 6 alkoxy, -NQ 2 , -NH,, -CN, -CF 3 , or -OH; or R t is or a moiety of the formulae: 
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R 6 is selected from H, C r C 6 alkyl, C r C 6 alkoxy, phenyl, -O-phenyl, benzyl, - 
O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C,-C 6 alkoxy, -N0 2 , -CF 3 , 
or -OH; 

R, is selected from -(CH^-COOH, -(CH^-N-CC.-C, alkyl) 2 , -(CH 2 ) n -NH-(C I - 
C 6 alkyl), -CF 3 , C,-C s alkyl, C 3 -C 5 cycloalkyl, C,-C 6 alkoxy, -NH-(C r C 6 alkyl), -N- 
(C,-C 6 alkyl) 2 , pyridinyl, thienyl, furyl, pyrrolyl, phenyl, -O-phenyl, benzyl, -O- 
benzyl, adamantyl, or morpholinyl, the rings of these groups being optionally 
substituted by from 1 to 3 substituents selected from halogen, C r C 6 alkyl, C,-C 6 
alkoxy, -N0 2 , -CF 3 , or -OH; 

n is an integer from 0 to 3 ; 

R, is selected from H, -CF 3 , -COOH, C,-C 6 lower alkyl, C r C 6 lower alkoxy, C 3 -C l0 
cycloalkyl, -C r C 6 alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 
' formulae: 
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•(CH 2 )n v /(CHaJn^ 



/- (CH2)n \ (CH 2 )n N ^(CH^ (CH2)n . 

g V/ /-v 



, or 



wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C r C 6 alkyl, C 3 -C 5 cycloalkyl, phenyl, 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 

R 4 is selected from the group of C,-C 6 lower alkyl, C r C 6 lower alkoxy, -(CH,),,- 
C 3 -C 6 cycloalkyl, -(CH 2 ) n -S-(CH 2 ) n -C 3 -C 5 cycloalkyl, -(CH 2 ) n -0-(CH 2 ) n -C 3 -C 5 
cycloalkyl, or the groups of: 



a) -(CH 2 ) D -phenyl-0-phenyl, -(CH 2 ) n -phenyl-CH 2 -phenyl, -(CH 2 ) n -0- 
phenyl-CH.-phenyl, -(CH 2 ) n -phenyl-(0-CH 2 -phenyl) 2 , -Cl^-phenyl-CCO)- 

benzothiazole or a moiety of the formulae: 
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O Y 

wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C 3 -C 5 cycloalkyl, phenyl, benzyl, 
napthyl, pyridinyl, quinolyl, furyl, thienyl or pyrrolyl; rings of these groups being 
10 optionally substituted by from 1 to 3 substituents selected from H, halogen, -CF 3 , - 
OH, -C r C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 or a five membered heterocyclic ring 
containing one heteroatom selected from N, S, or O, preferably S or O; 
n is an integer from 0 to 3; 

R 5 is selected from -COOH, -C(0)-COOH, -(CH^-QCO-COOH, -(CH.VCOOH, - 
15 CHj-phenyl-C^-benzothiazole, 
(CH 2 ) n -CH=CH-COOH, 
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n is an integer from 0 to 3; 

R 8 is selected from H, -COOH, -(CH 2 ) n -COOH, -(CH 2 ) n -C(0)-COOH, tetrazole, - 
CCO-NH,, -(CH.X-CCO-NH,, 
10 n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3 , -OH, -(CH,) n -COOH, 
-(CH.X-CCO-COOH, -C.-C, alkyl, -0-C r C 6 alkyl, -NH(C r C 6 alkyl), -N(C r C 6 
alkyl) 2 ; 

15 n is an integer from 0 to 3; 
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5 R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CHj) -COOH, 

-(CH.X-CCO-COOH, -C,-C 6 alkyl, -0-C r C 6 alkyl, -NH(C r C ( alkyl), -N(C,-C 6 alkyl),, 




AX A V 

N ^-(CrCfi lower alkvl ^ X m-^" ^ 



(C r C 6 lower alky^ ^ N ^(C r C 6 lower haloalkyl) 



0 



or 




N (C r C 6 lower alkyl) . 

n is an integer from 0 to 3 ; 

R„ is selected from H, C,-C 6 lower alkyl, -CF 3 , -COOH, -(CH 2 ) n -COOH, 
-(CH^-C^-COOH, or 




with a proviso that the complete moiety at the indole or indoline 1- 
position created by any combination of R 5 , R 8 , R s , R io , and/or R„ shall contain at least 
one acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a 
moiety of the formulae: -0(0)-^, -(CH 2 ) n -C(0)-NH 2 , 
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-N 



n is an integer from 0 to 3; 

or a pharmaceutically acceptable salt thereof. 

7. A compound of Claim/having the formula: 




wherein: 

R,is selected from Halogen, -NH,, -O-phenyl, benzyl, -O-benzyl, -N-benzyl, - 
N-benzyl-O-phenyl, -S-benzyl, the phenyl and benzyl rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, 
C,-C 6 alkoxy, -NQ 2 , -NH, -CN, -CF 3 , or -OH; or R, is or a moiety of the formulae: 



: MM$ '7 - U O .7' 3Q . Q 5 Q Q Q a 

*# ^ 
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Rt^ — -N. 



5 O 



l 6 



R 7 - 




10 R 6 1S selected from H, C,-C 6 alkyl, C,-C 4 alkoxy, phenyl, -O-phenyl, benzyl, - 

O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C r C 6 alkyl, C,-C 6 alkoxy, -N0 2 , -CF , 
or -OH; 3 ' 



15 R, is selected from -(CH^-COOH, -(CHA-N-CC.-C, alkyl) 2 , -<CH a ).-NH-(C r 

C 6 alkyl), -CF 3 , C,-C 6 alkyl, C 3 -C 5 cycloalkyl, C,-C 6 alkoxy, -NH-(C,-C 6 alkyl), -N- 
, (C r C 6 alkyl) 2 , pyridinyl, thieny], furyl, pyrrolyl, phenyl, -O-phenyl, benzyl ' -O- 
benzyl, adamantyl, or morpholinyl, the rings of these groups being optionally 
substituted by from 1 to 3 substituents selected from halogen C -C alkyl C C 
20 alkoxy, -N0 2 ,-CF 3 , or -OH; ' * ' ' 6 
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5 n is an integer from 0 to 3; 

R, is selected from H, -CF 3> -COOH, C r C 6 lower alkyl, C,-C 6 lower alkoxy, C 3 -C 10 
cycloalkyl, -C,-C 6 alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 



) 



formulae: 





(CH2) nv ^ ^(CHaW 
Y ' N 




■ (C H2) n \ / (C H^ns^ 



Y,or 



wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C,-C 4 alkyl, C 3 -C 5 cycloalkyl, phenyl, 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3> -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, -N0 2 or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 

R 4 is selected from the group of C,-C 6 lower alkyl, C r C 6 lower alkoxy, -(CH,),,- 
C 3 -C 6 cycloalkyl, -(CH 2 ) B -S-(CH 2 ) n -C 3 -C 5 cycloalkyl, -(CH^-CHCH^-q-C, 
, cycloalkyl, or the groups of: 



a) a moiety of the formulae -(CH^-A, -(CH^-S-A, or -(CH^-O-A, 
wherein A is the moiety: 
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wherein 

D is H, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, or -CF 3 ; 

B and C are independently selected from phenyl, pyridinyl, furyl, thienyl, 
pyrimidinyl or pyrrolyl groups, each optionally substituted by from 1 to 3, preferably 
1 to 2, substituents selected from H, halogen, -CF 3 , -OH, -C r C 6 alkyl, C,-C 6 alkoxy, 
or -N0 2 ; 

R 5 is selected from -COOH, -C(0)-COOH, -(CH 2 ) n -C(0)-COOH, -(CH 2 ) n -COOH, - 

CH 2 -phenyl-C(0)-benzothiazole, 

(Ca) n -CH=CH-COOH, 
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Rio 



n is an integer from 0 to 3; 

R, is selected from H, -COOH, -(CH^-COOH, -(CH^-C^-COOH, tetrazole - 
C(0)-NH, -(CH.^-CCO-NH,, 
n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3 , -OH, -(CH^-COOH, 

-(CH.X-C^-COOH, -C,-C 6 alkyl, -0-C,-C 6 alkyl, -NH(C r C 6 alkyl), -N(C -C 
alkyl) 2 ; . ' ' 

n is an integer from 0 to 3; 

R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CH^-COOH, 

-(CH^-QO^COOH, -C,-C 6 alkyl, -0-C,-C 6 alkyl, -NH( Cl -C 6 alkyl), -N(C r C 6 alkyl),, 
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I~Vr 9 



N ^(C r C 6 lower aikyl 



-(C r C 6 lower haloalkyl) 



or 



O 




N (CrCe lower alkyl) 



n is an integer from 0 to 3; 

R u is selected from H, C,-C 6 lower alkyl, -CF 3 , -COOH, -(CH 2 ) n -COOH, 
-(CH.X-CCO-COOH, or 




with a proviso that the complete moiety at the indole or indoline 1- 
position created by any combination of R s> R 8 , R,, R io , and/or R u shall contain at least 
one acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a 
. moiety of the formulae: -C(0)-NE^, -(CH 2 ) n -C(Q)-NH 2 , or 
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n is an integer from 0 to 3; 
or a pharmaceutical^ acceptable salt thereof. 



10 8. 



A compound of Claim^ having the formula: 



15 




wherein: 

R,is selected from halogen, -NH,, -O-phenyl, benzyl, -O-benzyl, -N-benzyl, - 
N-benzyl-O-phenyl, -S-benzyl, the phenyl and benzyl rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from halogen, C r C 6 alkyl, 
C r C 6 alkoxy, -NQ 2 , -NH,, -CN, -CF 3 , or -OH; or R, is or a moiety of the formulae: 
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) o 



o 



I 6 




R 6 is selected from H, C r C 6 alkyl, C r C 6 alkoxy, phenyl, -O-phenyl, benzyl, - 
O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C r C 6 alkyl, C,-C 6 alkoxy, -NO , -CF 
or -OH; 



R, is selected from -(CH.VCOOH, <CHJ B -N-(C r C 6 alkyl) 2 , -(CH.^-NH-CC,- 
C, alkyl), -CF 3 ; C,-C 6 alkyl, C 3 -C 5 cycloalkyl, C r C 6 alkoxy, -NH-(C r C 6 alkyl), -N- 
,(C,-C 6 alkyl) 2 , pyridinyl, thienyl, furyl, pyrrolyl, phenyl, -O-phenyl, benzyl, -O- 
benzyl, adamantyl, or morpholinyl, the rings of these groups being optionally 
substituted by from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C,-C 6 
alkoxy, -N0 2 , -CF 3 , or -OH; 



Ill 
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n is an integer from 0 to 3; 

R3 is selected from H, -CF 3 , -COOH, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, 
C 3 -C I0 cycloalkyl, -C r C 6 alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 
10 formulae: 





, q ^Y ^(CH^ ^(CH2) n . 

5 Y 




^(CH^ (CH ^(CH,) (C 

1J 0 Y , or O Y- 

wherein n is independently selected in -each appearance as an integer from 0 to 3 
preferably 0 to 2, more preferably 0 to 1, Y is C,-C 6 alkyl, C 3 -C 5 cycloalkyl, phenyl,' 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C r C 6 alkoxy, -NH,, -N0 2 or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 

R 4 is selected from the group of C r C 6 lower alkyl, C,-C 6 lower alkoxy, -(CH,) - 
C 3 -C 6 cycloalkyl, -(CH^-S-CCHA-C^ cycloalkyl, -(CH 2 )„-0-(CH 2 )„-C 3 -C 5 
cycloalkyl, or the groups of: 



20 



25 
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a) 



a moiety of the formulae: 









wherein Z is O or S and the phenyl and pyrimidinyl rings of each moiety are 
optionally and independendy substituted by from 1 to 3 substituents selected from 
halogen, -CF 3 , -OH, -C,-C 6 alkyl, C,-C 6 alkoxy, -NH,, or -N0 2 ; 
n is an integer from 0 to 3; 
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n is an integer from 0 to 3; 



R 8 is selected from H, -COOH, -(CH^-COOH, -(CH,) n -C(0)-COOH, tetrazole, - 
CCO-NH,, -(CH.X-CCO^NH,, 
n is an integer from 0 to 3; 

R, is selected from H, halogen, -CF 3 , -OH, -(CH^-COOH, 

-(CH.X-CCO-COOH, -C,-C 6 alkyl, -0-C,-C 6 alkyl, -NH(Cj-C 6 alkyl), -N(C -C 
alkyl) 2 ; ' " 

n is an integer from 0 to 3; 

R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CH 2 ) o -COOH, 
-(CH 2 ) n -C(0)-COOH, -C r C 6 alkyl, -0-C,-C 6 alkyl, -NH(C r C 6 alkyl), -N(C r C 6 alkyl) 2 , 



231 - 
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N" 



'(C r C 6 lower alkyl 



a o 



B 8 



NT 



*(C r C 6 lower haioalkyl) 



or 



*(C r C 6 lower alkyl) . 



n is an integer from 0 to 3; 

R u is selected from H, C,-C 6 lower alkyl, -CF 3 , -COOH, -(CH ) -COOH 
-(CH^-CCCO-COOH, or 




with a proviso that the complete moiety at the indole or indoline 1- 
position created by any combination of R 5 , R 8 , R,, R]o , and/or ^ sha] , CQntain ^ ^ 
one acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a 
moiety of the formulae: -CCO-NH,, -(CH^-CCO^NH,, 



- 232- 
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n is an integer from 0 to 3; 
or a pharmaceutically acceptable salt thereof 

10 

9. A compound of Claim^having the formula: 




R, is selected from halogen, -NH,, -O-phenyl, benzyl, -O-benzyl, -N-benzyl, - 
N-benzyl-O-phenyl, -S-benzyl, the phenyl and benzyl rings of these groups being 
optionally substituted by from 1 to 3 substituents selected from halogen, C r C 6 alkyl, 
C,-C 6 alkoxy, -NQ 2 , -NH,, -CN, -CF 3 , or -OH; or R, is or a moiety of the formulae: 



-233 - 
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O 



; or 



O 



R 6 is selected from H, C,-C 6 alkyl, C,-C 6 alkoxy, phenyl, -O-phenyl, benzyl, - 
O-benzyl, the phenyl and benzyl rings of these groups being optionally substituted by 
from 1 to 3 substituents selected from halogen, C r C 6 alkyl, C,-C 6 alkoxy, -N0 2 , -CF 3 , 
or -OH; 



R, is selected from -(CH.VCOOH, -(CH 1 ) 11 -N-(C r C s alkyl) 2 , -(CH 2 ) n -NH-(C 1 - 
C 6 alkyl), -CF 3 , C,-C 6 alkyl, C 3 -C 5 cycloalkyl, C,-C 6 alkoxy, -NH-(C r C 6 alkyl), -N- 
(C r C 6 alkyl) 2 , pyridinyl, thienyl, furyl, pyrrolyl, phenyl, -O-phenyl, benzyl, -O- 
benzyl, adamantyl, or morpholinyl, the rings of these groups being optionally 
substituted by from 1 to 3 substituents selected from halogen, C,-C 6 alkyl, C,-C 6 
alkoxy, -N0 2 , -CF 3 , or -OH; 

n is an integer from 0 to 3; 
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R, is selected from H, -CF 3 , -COOH, C,-C 6 lower alkyl, C,-C 6 lower alkoxy, 
C 3 -C 10 cycloalkyl, -C,-C 6 alkyl-C 3 -C 10 cycloalkyl, -CHO, halogen, or a moiety of the 
formulae: 



9 O 




Y ^(CHaW /(CHsW 




•(CHalnv ^(CH2) n . 

Y ^ C 



^(CH2) n (CH 2 ) n . /(CH2)n v 



- (CH 2 ) n . 
, or <->' ^y. 



wherein n is independently selected in each appearance as an integer from 0 to 3, 
preferably 0 to 2, more preferably 0 to 1, Y is C,-C 6 alkyl, C 3 -C 5 cycloalkyl, phenyl, 
benzyl, napthyl, pyridinyl, quinolyl, furyl, thienyl, morpholinyl, pyrrolidinyl, or 
pyrrolyl; rings of these groups being optionally substituted by from 1 to 3 substituents 
selected from H, halogen, -CF 3 , -OH, -C,-C 6 alkyl, C r C 6 alkoxy, -NH,, -N0 2 or a five 
membered heterocyclic ring containing one heteroatom selected from N, S, or O, 
preferably S or O; 

R 4 is selected from the group of C,-C 6 lower alkyl, C r C 6 lower alkoxy, -(CH^- 
C 3 -C 6 cycloalkyl, -(CH 2 )„-S-(CH 2 ) n -C 3 -C 5 cycloalkyl, -(CH 2 \-0-(CH 1 ) a -C 3 -C 5 
cycloalkyl, or the groups of: 

a) a moiety of the formula -L 2 -M 2 , wherein: 



. 2 indicates a linking or bridging group of the formulae -(CH^-, -S-, -O-, 
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5 -SO,-. -C(O)-, -(C^X-CCO)-, -(CI^VCCOXCH.X-, -(CH.X-O-CCH.V, or -(CH,) -S- 
(CH,),-, -C(0)C(0)X; 
where X = 0,N 

M 2 is selected from the group of C r C 6 lower alkyl, C,-C 6 lower alkoxy, C 3 - 
10 C 10 cycloalkyl, phenyl or benzyl, the cycloalkyl, phenyl or benzyl rings being 
optionally substituted by from 1 to 3 substituents selected from halogen, C,-C 10 alkyl, 
preferably C,-C 6 alkyl, C r C t0 alkoxy, preferably C,-C 6 alkoxy, -N0 2 , -NhJ -CN, or - 
CF 3 ;or 



15 i) a five-membered heterocyclic ring containing one or two ring 

heteroatoms selected from N, S or O including, but not limited to, furan, pyrrole^ 
thiophene, imidazole, pyrazole, pyrrolidine, or tetrazole, the five-membered 
heterocyclic ring being optionally substituted by from 1 to 3 substituents selected 
from halogen, C,-C I0 alkyl, preferably C r C 6 alkyl, C,-C 10 alkoxy, preferably C,-C 6 

0 alkoxy, -N0 2 , -NH,, -CN, or -CF 3 ; or 



ii) a six-membered heterocyclic ring containing one, two or three ring 
heteroatoms selected from N, S or O including, but not limited to pyridine, 
pyrimidine, piperidine, piperazine, or morpholine, the six-membered heterocyclic ring 
being optionally substituted by from 1 to 3 substituents selected from halogen, C r c" 
alkyl, preferably C,-C 6 alkyl, C r C I0 alkoxy, preferably C,-C 6 alkoxy, -CHO, -N0 2 , - 
NH.^C^^or-OHjor 

f 

iii) a bicyclic ring moiety containing from 8 to 10 ring atoms and 
optionally containing from 1 to 3 ring heteroatoms selected from N, S or O including, 
but not limited to benzofuran, indole, indoline, napthalene, purine, or quinoline, the 
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5 bicyclic ring moiety being optionally substituted by from 1 to 3 substituents selected 
from halogen, C r C 10 alkyl, preferably C,-C 6 alkyl, C,-C 10 alkoxy, preferably C,-C s 
alkoxy, -CHO, -N0 2> -NH,, -CN, -CF 3 or -OH; 
n is an integer from 0 to 3; 

R 5 is selected from -COOH, -C(0)-COOH, -(CH^-QO-COOH, -(CH^-COOH, - 
10 CHj-phenyl-CCO-benzothiazole, 
(CH^-CIfeCH-COOH, 




15 




s y R 8 





.(CH2) n 



N' 



o 



OH 
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n is an integer from 0 to 3; 

R 8 is selected from H, -COOH, -(C^-COOH, -(CH 2 ) n -C(0)-COOH, tetrazole, - 
C(0)-m^, -(CH.X-CCO-NH,; 

n is an integer from 0 to 3; 

R 9 is selected from H, halogen, -CF 3 , -OH, -(CH^-COOH, 
-(CH^-QCO-COOH, - Cl -C 6 alkyl, -0-C r C 6 alkyl, -NH(C,-C 6 alkyl), -N(C r C 6 
alkyl) 2 ; 
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5 n is an integer from 0 to 3; 

R 8 is selected from H, -COOH, -(dy.-COOH, -(CH.X-QO-COOH, tetrazole 
CCO-NH,, -(CH.X-CCO-NI^; 

n is an integer from 0 to 3; 

10 

R, is selected from H, halogen, -CF 3 , -OH, -(CH^-COOH, 
-(CH.VQO-COOH, -C,-C 6 alkyl, -0-C,-C 6 alkyl, -NH(C r C 6 alkyl), -N(C -C 
alkyl) 2 ; ' 6 

15 n is an integer from 0 to 3 ; 

R 10 is selected from the group of H, halogen, -CF 3 , -OH, -(CH,) -COOH 
-(CH 2 ) n -C(0)-COOH, -C,-C 6 alkyl, -0-C r C 6 alkyl, -NH(C r C 6 alkyl), -N(C r C 6 alkyl) 2 , 




20 \=/ ^0^\ == / 

N (0,-C, loweralkyl N " ^-(CrC lower haloalkyl) or 




N (C r C 6 lower alkyl) 



n is an integer from 0 to 3; 
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10 



15 



10 



R n is selected from H, C,-C 6 lower alkyl, -CF 3 , -COOH, -(CH,) -COOH 
-(CH.^-CCO-COOH, or 




5 



with a proviso that the complete moiety at the indole or indoline 1- 
position created by any combination of R 5 , R 8 , R,, R jo , and/or ^ shaI] contain at ^ 
one acidic moiety selected from or containing a carboxylic acid, a tetrazole, or a 
moiety of the formulae: -QO-NH,, -(CH^-CCO)-!^, 



.O 




n is an integer from 0 to 3; 

or a pharmaceutically acceptable salt thereof. 

10. A compound of Claim 1 which is 4-({3-chloro-5- 
[(cyclopentylcarbonyl)amino]-2-[(phenethylsuIfanyl)methyl]- lH-indol- 1 - 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

11. A compound of Claim 1 which is 4-[(3-chloro-5- 

[(cyclopentylcarbonyl)amino]-2-{[(2-furylmethyl)sulfanyl]methyl}-lH-indol-l- 
, yl)methyl]benzoic acid or a pharmaceutically acceptable salt thereof. 

12. A compound of Claim 7 1 which is 4-[(3-chloro-5- 
[(cyclopentylcarbonyl)amino]-2- { [(4-hydroxy-6-phenyl-2- 
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5 pyrimidinyl)sulfanyl]methyl}-lH-indol-l-yl)methyl]benzoic acid or £ 
pharmaceutically acceptable salt thereof. 

13. A compound of Claim \y which is 4-{[3-chloro-5- 

[(cyclopentylcarbonyl)amino]-2-({[4-(2-thienyl)-2-pyrirnidinyl]sulfanyl}methyl)-lH- 
10 indol-l-yl]methyl } benzoic acid or a pharmaceutically acceptable salt thereof. 

14. A compound of Claim \. which is 4-({3-chloro-5- 
[(cyclopentylcarbonyl)amino]-2-[(2,4-dibromophenoxy)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 



15 



20 



15. A compound of Claim /l which is 4-({3-chloro-5- 
[(cyclopentylcarbonyl)amino]-2-[(cyclopentylsulfanyl)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

16. A compound of Claim l which is 4-({3-chloro-5- 
[(cyclopentylcarbonyl)amino]-2-[(propylsulfanyl)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

17. A compound of Claim 1 which is 4-({2-{[4-(tert- 
25 butyl)phenoxy]memyl}0-chloro-5-r(cyclopentylc / arbonyl)amino]-lH-indol-l- 

yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 



18. A compound of Claim jl which is 4-({3-chloro-5- 
[(cyclopentylcarbonyl)amino]-2-[(2-quinolinylsulfanyl)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 
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5 19. A compound of Claim A which is 4-[(3-chloro-5- 

[(cyclopentylcarbonyl)amino]-2- { t(cyclopropylmethyl)sulf anyl]methyl } - lH-indol- 1 - 
yl)methyl]benzoic acid or a pharmaceutically acceptable salt thereof. 

20. A compound of Claim ^Kwhich is 4-( { 2-[(benzhydrylsulf anyl)methyl]- 

10 3-chloro-5-[(cyclopentylcarbonyl)amino]-lH-indol-l-yl}methyl)benzoic acid or a 
pharmaceutically acceptable salt thereof. 

21. A compound of Claim j/which is 4-({5-[(3-carboxypropanoyl)amino]- 

3-chloro-2-[(phenethylsulfanyl)methyl]-lH-indol-l-yl}methyl)benzoic acid or a 
15 pharmaceutically acceptable salt thereof. 

22. A compound of Claim 1 which is 4-[(5-[(3-carboxypropanoyl)amino]- 

3-chloro-2-{[(3-methylbenzyl)sulfanyl]methyl}-lH-indol-l-yl)methyl]benzoic acid 
or a pharmaceutically acceptable salt thereof. 

20 

23. A compound of Claim/ 1 which is 4-({2-({[4-(tert- 

butyl)benzyl]sulfanyl}methyl)-5-[(3-carboxypropanoyl)amino]-3-chloro-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

25 24 - A compound of Claim J/which is 4-({3-chloro-5-(3-furoylamino)-2- 

[(2-naphthylsulfanyl)methyl]-lH-indol-l-yl}methyl)benzoic acid or a 
pharmaceutically acceptable salt thereof. 



30 



25. A compound of Claim l^hich is 4-({5-(acetylamino)-3-chloro-2-[(2- 
naphthylsulfanyl)methyl]-lH-indol-l-yl}methyl)benzoic acid or a pharmaceutically 
acceptable salt thereof. 
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5 

26. A compound of Claim A which is 4-({3-chloro-5-{[3- 

(diethylamino)pro P anoyl]ami n o}-2-[(2-na P hthyl S ulf an yl)m e thyl]-lH-i n dol-l- 
yl}methyl)benzoic acid or a pharmaceutical^ acceptable salt thereof. 

10 27. A compound of Claim, 1 which is 4-({3-chloro-2-[(2- 

naphthylsulfanyl)methyl]-5-[(3-thienylcarbonyl)amino]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutical^ acceptable salt thereof. 



15 



20 



25 



28. A compound of Claim 1 wh ich is 4 -({5- 

{[(benzylamino)carbonyl]amino}-3-chloro-2-{(2-naphthylsulfanyl)methyl]-lH-indol- 
l-yl}methyl)benzoic acid or a pharmaceutical^ acceptable salt thereof. 

29. A compound of Claim 1 wh ich is 4-({5- 

{[(butylamino)carbonyl]amino}-3-chloro-2-[(2-naphthylsulfanyl)methyl]-lH-indol- 

1- yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

30. A compound of Claim 1 which is 3-[({l-(4-carboxybenzyl)-3-chloro- 

2- [(2-naphthylsulfanyl)methyl]-lH-indol-5-yl}amino)carbonyl]benzoic acid or a 
pharmaceutically acceptable salt thereof. 

• 31. A compound of Claim, 1 which is 4-{[5-(ben Z yloxy)-2-[(E)-2- 

carboxyethenyl]-3-(2-naphtho y l)-lH-indol-l-yl]methyl}benzoic acid or a 
pharmaceutically acceptable salt thereof. 
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5 32. A compound of Claim 1 which is 4-({3-acetyl-5-(benzyloxy)-2-[(2- 

naphthylsulfanyl)methyl]-lH-indol-l-yT}methyl)ben Z oic acid or a pharmaceutical 
acceptable salt thereof. 

33. A compound of Claim 1 which is 4-{[5-(benzyloxy)-2-[(2- 
10 naphthylsulfanyl) methyl]-3-(2 > 2,2-trifluoroacetyl)-lH-indol-l-yl]methyl }benzoic 

acid or a pharmaceutically acceptable salt thereof. 

34. A compound of Clahy which is 4-({5-[(4-aminobutanoyl)amino]-3- 

chloro-2-[(2-naphthylsulfanyl)methyl]-lH-indoI-l-yl}methyl)benzoic acid or a 
15 pharmaceutically acceptable salt thereof. 

35. A compound of / Claim 1 which is 4-({3-chloro-5- 
[(cyclopenty]carbonyl)amino]-2-[(2-naphthylsulfanyl)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof 

20 

36. A compound of Qaim 1 which is 4-({3-chloro-2-[(2- 
naphthylsulfanyl)methyl]-5-[(2-quinoxalinylcarbonyl)amino]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

25 37 ■ A com P°und of Claim 1 which is 4-({3-chloro-5-[(2,2- 

dimethylpropanoyl)amino]-2-[(2-naphthylsulfanyl)methy]]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 



30 



38. A compound of Claim 1 which is 4-({5- 

{[(benzyloxy)carbonyl] a mino}-3-chloro-2-[(2-naphthyl S ulfanyl)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 
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39. A compound of Claim 1 which is 4-({3-chloro-5- 
{[(cyclo P entyloxy)carbonyl] arnino}-2-[(2-naphth y lsulfan y l)meth y l]-l H -indol-l- 
yl}methyI)benzoic acid or a pharmaceutical^ acceptable salt thereof. 

10 40. A compound of Claim" 1 which- is 4-({5-(acetylamino)-3-chloro-2-[(2- 

naphthylsulfanyl)methyl]-lH-indol-l-yl }m ethyl)benzoic acid or a pharmaceutical^ 
acceptable salt thereof. 

41. A compound of J Claim 1 which is 4 _ ({5 _ 

15 »(butylanHno)carbonyl]amino}-3-chloro-2-[(2-naphthylsulfanyl)methyl]-lH- 1 ndol- 
l-yl}methyl)benzoic acid or a pharmaceutical^ acceptable salt thereof. 

42. A compound of / Claim 1 which is 4-({5- 

{[(butylamino)carbonyl ] amino}-3-chloro-2-[(2-naphthylsulfanyl)methyl]-lH-indol- 
20 l-yl}methyl)benzoic acid or a pharmaceutical^ acceptable salt thereof. 

43. A compound of Claim 1 which is 4-({3-chloro-5- 
[(morpholinocarbonyl)amino]-2-[(2-naphthylsulfanyl)methyl]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutical^ acceptable salt thereof. 



25 



• 44. A compound of ClainH which is 4-({5-(benzylamino)-3-chloro-2-[(2- 

naphthylsulfanyl)methyl]-l H -indol-l-yl }m ethyl)benzoic ac ld or a pharmaceutical^ 
acceptable salt thereof. 



29 September 2000 
lED245:0CO:SRE/rlk 
GI-5324 P2 
PATENT 

-245- 



5 45. A compound of Clairn^ 1 which is 4-({3-chloro-2-[(2- 

naphthylsulfanyl)methyI]-5-[(3-phenoxybenzyl)amino]-lH-indoI-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

46. A compound of Claim 1 which is 4-({3-chloro-5- 
10 [(cyclopentylcarbonyl) (methyl)amino]-2^[(2- n aphthylsulfanyl)methyl]-lH-indol-l- 

yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

47. A compound of Claim 1 which is 4-({5-[acetyI(benzyl)amino]-3- 

chloro-2-[(2-naphthylsulfanyl)methyl]-lH-indol-l-yl}methyl)benzoic acid or a 
15 pharmaceutically acceptable salt thereof. 

48. A compound of Claim 1 which is 4-({3-chloro-2-[(2- 

naphthylsulfanyl)methyl]-5-[(tetrahydro^3-furanylcarbonyl)amino]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 



10 



49. A compound of Claim 1 which is 4-({3-chloro-2-[(2- 
naphthylsulfanyl)methyl]-5-[(3-thienylcarbonyl)amino]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

5 50. A compound of Claim 1 which is 4-({3-chloro-2-[(2- 

naphthylsulfanypmethyl]-5-[(l-adamantylcarbonyI)amino]-lH-indol-l- 
yl}methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

51. A compound of Claim-4 which is 3-[({ l-(4-carboxybenzyl)-3-chloro- 

2-[(2-naphthylsulfanyl)methyl]-lH-indol-5-yl}amino)carbonyl]benzoic acid or a 
pharmaceutically acceptable salt thereof. 
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52. A compound of Claim 1 which is 4-({3-chloro-2-[(2- 
naphthylsulf anyl)methyl]-5-[(3-phenylpropanoyl)amino]- lH-indol- 1 - 
yl } methyl)benzoic acid or a pharmaceutically acceptable salt thereof. 

10 53 - A compound of Claim / 1 which is 4-({5-amino-3-chloro-2-[(2- 

naphthylsulfanyl) methyl]-lH-indol-l-yl}methyl)benzoic acid or a pharmaceutically 
acceptable salt thereof. 

54. A compound of Claim 1 which is N-{3-chloro-l-(4- 
15 { [(methylsulfonyl)amino] carbonyl}benzyl)-2-[(2-naphthylsulfanyl)methyl]-lH- 

mdol-5-yl}cyclopentanecarboxamide or a pharmaceutically acceptable salt thereof. 

55. A compound of claim 1 which is N-{3-chloro-2-[(2- 
naphthylsulfanyl)methyl]-l-[4-({[(4-nitrophenyl)sulfonyl] amino } carbonyl)benzyl]- 
lH-indol-5-yl}cyclopentanecarboxamide or a pharmaceutically acceptable salt 
thereof. 

/ 

56. A compound of Claim 1 which is N-{3-chloro-l-[4-({[(2- 
methylphenyl) sulfonyl]amino}carbonyl)benzyl]-2-[(2-naphthylsulfanyl)methyl]-lH- 
indoI-5-yl}cyclo-pentanecarboxamide or a pharmaceutically acceptable salt thereof. 

57. A compound of Claim 1 which is N-[3-chloro-2-[(2- 
naphthylsulfanyl)methyl]-l-(4-{[(phenylsulfonyl)amino] carbonyl}benzyl)-lH-indol- 
5-yl]cyclopentanecarboxamide or a pharmaceutically acceptable salt thereof. 



20 



25 
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15 



20 



25 



58. A compound of Claim 1 which is N-{3-chloro-2-[(2- 
naphthyIsulfanyl)methyl]-l-[4-({[(trifluoromethyl)sulfonyl] amino }carbonyl)benzyl]- 
lH-indol-5-yl}cyclopentanecarboxamide or a pharmaceutically acceptable salt 



thereof. 



10 59. A compound of Claim /which is 4-[5-[(cyclopentylcarbonyl)amino]- 

2-[(2-naphthyloxy)methyl]-3-(l-pyrrolidinylcarbonyl)-lH-indol-l-yl]butanoicacidor 
a pharmaceutically acceptable salt thereof. 



60. A compound of Claim y which is 4- { 5-[(cyclopentylcarbonyl)amino]- 

3-(morpholinocarbonyl)-2-[(2-naphthyloxy)methyl]-lH-indol-l-yl}butanoic acid or a 
pharmaceutically acceptable salt thereof. 

61. A compound of Claim 1 which is N-[2-[(2-naphthyloxy)methyl]-l-(4- 

oxo-4-{[(trifluoromethyl)sulfonyl]amino}butyl)-3-(l-pyrrolidinylcarbonyl)-lH-indol- 
5-yl]cyclopentanecarboxamide or a pharmaceutically acceptable salt thereof. 

62. A compound of Claim' 1 which is N-[3-(morpholinocarbonyl)-2-[(2- 
naphthyloxy)methyl]-l-(4-oxo-4-{ [(trifluoro-methyl)sulfonyl]amino}buty])-lH- 
indol-5-yl]cyclopentanecarboxamide or a pharmaceutically acceptable salt thereof. 

• 63. A compound of Claim lAvhich is 5-[(cyclopentylcarbonyl)amino]-2- 

[(2-naphthyloxy)methyl]-l-(4-oxo-4-{[(trifluoromethyl)sulfonyl]amino}butyl)-lH- 
' indole-3-carboxylic acid or a pharmaceutically acceptable salt thereof. 



• m 
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5 64. A compound of Claim'' 1 which is 2-(4-{[5-(benzyloxy)-3-(l- 

naphthoyl)-lH-indol-l-yl]methyl}phenyI)acetic acid or a pharmaceutical^ acceptable 
salt thereof. 

65. A compound of Claim ^1 which is 2-(4-{[5-(benzyloxy)-3-(2- 
naphthoyl)-lH-indol-l-yl]methyl}phenyl)acetic acid or a pharmaceutical^ acceptable 
salt thereof. 

66. A compound of Claimyi which is 2-[4-({5-(benzyloxy)-3-[3,5- 

bis(trifluoromethyl)benzoyl]-lH-indol-l-y]}methyl)phenyl]acetic acid or a 
15 pharmaceutically acceptable salt thereof. 

67. A compound of Claim l/which is 4-({3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthylsulfanyl)methyl]-lH-indol-l-yl}methyl)benzoic acid or a pharmaceutically 
acceptable salt thereof. 

20 

68. A compound of Claim^l which is 4-({5-(benzyloxy)-3-isobutyryl-2- 
[(2-naphthylsulfanyl)methyl]-lH-indol-l-yl}methyl)benzoic acid or a 
pharmaceutically acceptable salt thereof. 

25 69 ■ A compound of Claim 1 which is 2-{3-acetyl-5-(benzyloxy)-2-[(2- 

naphthylsulfanyl)methyl]-lH-indol-l-yl}acetic acid or a pharmaceutically acceptable 
salt thereof. 



30 



70. A compound of Claim lAvhich is 2- { 5-(benzyloxy)-3-isobutyryl-2-[(2- 
naphthylsulfanyl)methyl]-lH-indol-l-yl}acetic acid or a pharmaceutically acceptable 



salt thereof. 
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71. A compound of Claim J^which is 4-{3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthyloxy)methyl]-lH-indol-l-yl}butanoic acid or a pharmaceutical^ acceptable 
salt thereof. 

72. A compound of Claim 1 which is 3-[(4-{3-benzoyl-5-(benzyloxy)-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl}butanoyl)amino]benzoic acid or a 
pharmaceutically acceptable salt thereof. 

73. A compound of Claim 1 which is 4-{3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthyloxy )methyl]- lH-indol- 1 -yl } -N- [3 

({[(trifluoromethy])sulfonyl]amino}carbonyl)phenyl]butanamide or a 

pharmaceutically acceptable salt thereof. 

74. A compound of Claij?h 1 which is 4-[(4-{3-benzoyl-5-(benzyloxy)-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl}butanoyl)amino]benzoic acid or a 
pharmaceutically acceptable salt thereof. 

75. A compound of Claim 1 which is 2-[(4-{3-benzoyl-5-(benzyloxy)-2- 

[(2-naphthyIoxy)methyl]-lH-indol-l-yl}butanoyl)amino]benzoic acid or a 
pharmaceutically acceptable salt thereof. 

76. A compound of Claim 1 which is 3-[(4-{3-benzoyl-5-(benzyloxy)-2- 
' [(2-naphthyloxy)methyl]-lH-indol-/yl}butanoyl)amino]propanoic acid or a 

pharmaceutically acceptable salt thereof. 
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77. A compound of Claim 1 which is 3-[(4-{3-benzoyl-5-(benzyloxy)-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl}butanoyl)amino]propanoic acid or a 
pharmaceutically acceptable salt thereof. 

78. A compound of Claim 1 which is N-(4- {3 -benzoyl- 5-(benzyloxy )-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl }butanoyl)-2-methylbenzenesulfonamide or a 
pharmaceutically acceptable salt thereof. 

79. A compound of Claim i which is 5-{3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthyloxy)methyl]-lH-indol-l-yl}pentanoic acid or a pharmaceutically acceptable 
salt thereof. 

80. A compound of Claim^l which is 3-[(5-{3-benzoyl-5-(benzyloxy)-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl}pentanoyl)amino]benzoic acid or a 
pharmaceutically acceptable salt thereof. 

81. A compound of Claim/ 1 which is 5-{3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthyloxy)methyl]- lH-indol- 1 -yl } -N- [3( { [(trifluoromethyl)sulfonyl] amino } 
carbonyl)phenyl]pentanamide or a pharmaceutically acceptable salt thereof. 

82. A compound of Claim 1 which is 2-{3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthyloxy)methyl]-lH-indol-l-yl}acetic acid or a pharmaceutically acceptable salt 
thereof. 



83. A compound of Claim, 1 which is (E)-4-{3-benzoyl-5-(benzyloxy)-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl}-2-butenoic acid or a pharmaceutically 
acceptable salt thereof. 
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5 84. A compound of Claim/1 which is 3-({3-benzoyl-5-(benzyloxy)-2-[(2- 

naphthyloxy)methyl]-lH-indol-l-yl}methyl)benzoic acid or a pharmaceutically 
acceptable salt thereof. 

85. A compound of Clain/ 1 which is l-{ l-[4-(l,3-benzothiazol-2- 

3 ylcarbonyl)benzyl]-5-(benzylsulfanyl)-2-[(2-naphthylsulfanyl)methyl]-lH-indol-3- 
yl}-l-ethanone or a pharmaceutically acceptable salt thereof. 



86. 



A compound of ClainXl which is l-{l-[3-(l,3-benzothiazol-2- 
ylcarbonyl)benzyl]-5-(benzylsulfanyl)-2-[(2-naphthylsulfanyl)methyl]-lH-indol-3- 
> yl }-l-ethanone or a pharmaceutically acceptable salt thereof. 

87. A compound of Claim l^vhich is 2-[3-({3-aeetyl-5-(benzyloxy)-2-[(2- 
naphthylsulf anyl)methyl]- lH-indol- 1 -yl }methyl)benzoyl]- 1 ,3-benzothiazole-6- 
carboxylic acid or a pharmaceutically acceptable salt thereof. 

88. A compound of Claiml 1 which is 5-{3-benzoyl-5-(benzyloxy)-2-[(2- 
naphthyloxy)methyl]-lH-indol-l-yl}-2-oxopentanoic acid or a pharmaceutically 
acceptable salt thereof. 

89. A compound of Claiifc 1 which is 3-[(5-{3-benzoyl-5-(benzyloxy)-2- 
[(2-jiaphthyloxy)methyl]-lH-indol-l-yl}-2-oxopentanoyl)amino]benzoic acid or a 
pharmaceutically acceptable salt thereof. 

90. A compound of Clairn^ 1 which is 4-[(5-{3-benzoyl-5-(benzyloxy)-2- 
[(2-naphthyloxy)methyl]-lH-indol-l-yl}-2-oxopentanoyl)amino]benzoic acid or a 
pharmaceutically acceptable salt thereof. 
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91. A compound of Claim ^ 1 which is 3-({4-[5- 
[(cyclopentylcarbonyl)amino]-2-[(2-naphthyloxy)methyl]-3-(l-pyrTolidinylcarbonyl)- 
lH-indol-l-yl]butanoyl}amino)benzoic acid or a pharmaceutically acceptable salt 
thereof. 

92. A compound of Clair/ 1 which is 3-[(4-{5- 
[(cyclopentylcarbonyl)amino]-3-(morpholinocarbonyl)-2-[(2-naphthyloxy)methyl]- 
lH-indol-l-yl}butanoyl)amino]benzoic acid or a pharmaceutically acceptable salt 
thereof. 

93. A compound of Claim 1 which is N-[2-[(2-naphthyloxy)methyl]-l-{4- 
oxo-4-[3-( { [(trifluoromethyl)sulfonyl] amino } carbonyl)anilino]butyl } -3-(l - 

pyrrolidinylcarbonyl)-lH-indol-5-yl]cyclopentanecarboxamide or a pharmaceutically 
acceptable salt thereof. 

94. A compound of Claim 1 which is N-(3-(morpholinocarbonyl)-2-[(2- 
naphthyloxy)methyl]-l-{4-oxo-4-[3-({[(trifluoromethyl)sulfonyl]amino}carbonyl) 
anilino]butyl}-lH-indol-5-yl)cyclopentanecarboxamide or a pharmaceutically 
acceptable salt thereof. 

■ 95. A method of inhibiting the phospholipase activity of an enzyme in a 
mammalian subject in need thereof comprising administering to said subject a 
therapeutically effective amount of a pharmaceutical composition of claim 1. 




29 September 2000 
lED253:0CO:SRE/rlk 
GI-5324 P2 
PATENT 



253 



96. A method of treating an inflammatory response in a mammalian 
subject in need thereof comprising administering to said subject a therapeutically 
effective amount of a pharmaceutical composition of ClainiyL 



97. 



A pharmaceutical composition comprising a pharmaceutically 
effective amount of a compound of Claim/1, or a pharmaceutically acceptable salt 
thereof, and a pharmaceutically acceptable carrier. 



